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Amendments to the Claims 

I claim: 

1. (Currently Amended) A therapeutic 5-aminosalicylic acid derivative composition 
having the general formula: 
5 OH 

,COOH 




NHR 



10 

wherein R is a sugar with the exceptio n that the sugar is not D-qlucose; a 

polyethylene glycol) chain-containing residue having the general formula -CH 2 CH 2 CH2- 
(CH 2 CH 2 0) n -Ri , Ri is H or a linear or branched lower alkyl group having from one to 
about 6 carbons, and n is a positive integer from about 3 to about 100; or a 

15 polyethylene glycol) chain-containing tether having the general formula -CHr- 

(CH 2 CH 2 O) 0 - (CH 2 )m-Z. in which n is a positive integer from about 3 to about 100, m is 
2, 3, or 4, and Z is a drug or therapeutic aaent pharmaco l og i cal l y octivo moiety hav i ng a 
m o locubr woight thnt r , If"- innn nn l t n ng that is covalently joined to the 

distal terminus of said polyethylene glycol) chain-containing tether by o linker group L 

20 that i o oolootcd from tho group concioting of carboxylio ac i d ootorc and amirieq, 

oorbamotoo, phoophato octoro, phocphinato ootorc. and oulfato and culfonoto octors and 
amides. 

2. (Currently Amended) The therapeutic 5-aminosalicylic acid derivative 
25 composition of Claim 1 , in which R is a 1-deoxy sugar fesidue. 
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3. (Currently Amended) The therapeutic 5-aminosalicylic acid derivative 
composition of Claim 2, in which said 1-deoxv sugar r ooi du o is a 1- 
deoxymonosaccharide, a 1-deoxydisaccharide, or a 1-deoxypolysaccharide. 

4. (Currently Amended) The therapeutic 5-aminosalicylic acid derivative 
composition of Claim 2, in which said 1-deoxv sugar rooidu e is a 1-deoxydisaccharide 
selected from the group consisting of 1-deoxymaltobiose, 1-deoxylactobiose, 1- 
deoxycellobiose, and N^-diacety-l-deoxychitobiose. 

5. (Currently Amended) The therapeutic 5-aminosalicylic acid derivative 
composition of Claim 2, in which said 1-deoxy sugar rosidu e is a 1- 
deoxymonosaccharide selected from the group consisting of ^ooxygluooc e , 1- 
deoxygalactose, 1-deoxyfucose, 1-deoxyfructose, N-acetyl-1-deoxyglucosamine t and N- 
acetyl-1-deoxygalactosamine. 

6. (Currently Amended) A therapeutic 5-aminosalicylic acid derivative composition 
having the general formula: 

OH 



wherein R is a 1-deoxvmonosaccharide. a 1- deoxvdisaccharide. or a 1-deoxy- 
polysaccharide, with the exception that t he 1-deoxvmonosaccharide is not 1- 
deoxyglucose or 1 d e oxygo l actoce . 
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7. (Original) The therapeutic 5-aminosalicylic acid derivative composition of Claim 
1, in which R is a poly(ethylene glycol) chain-containing residue having the general 
formula -CHr^ChbChkOJn-Ri , Ri is H or a linear or branched lower alkyi group having 
from one to about 6 carbons, and n is a positive integer from about 3 to about 100. 

8. (Original) A therapeutic 5-aminosalicylic acid derivative composition having the 
general formula: 

OH 

„COOH 




10 



NHR 

wherein R is a poly(ethy!ene glycol) chain-containing residue having the general formula 
~CH2-(CH 2 CH 2 0)n-Ri , Ri is H or a linear or branched lower alkyl group having from 
15 one to about 6 carbons, and n is a positive integer from 3 to about 20. 

9. (Currently Amended) The therapeutic 5-aminosalicylic acid derivative 
composition of Claim 1, wherein R is a poly(ethylene glycol) chain-containing tether 
having the general formula -CHr~(CH2CH 2 0) r - (CH 2 ) m -Z i n is a positive integer from 

20 one to about 100, m is 2, 3, or 4, and Z is a drug or therapeutic agent pharmacolog i cally 

oot i v e moiety having a mol e cular w ei ght that is lees than about 1000 Da l tons that is 
covalently joined to the distal terminus of said poly(ethylene glycol)-containing tether by 
a li nkor group L that i c co l octed from the group cons i sting of c a rboxy li o ac i d octorG, 
amid e s, and carbamat e s, pho s phat e es t e r s , phosphinoto est e ro, and s ulfat e and 

25 culfonato e sters and amid e s . 
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10. (Currently Amended) A method for preparing a therapeutic 5-aminosalicylic acid 
derivative composition having the general formula: 

OH 



wherein R is a 1-deoxv sugar r e s i du e, comprising reacting a l ky l ating the amino group of 
5-aminosalicylic acid with a reducing suga r in an aoueous alc ohol solution. 

11. (Original) A method for preparing a therapeutic 5-aminosaiicylic acid derivative 
composition having the general formula: 



wherein R is a poly(ethylene glycol) chain-containing residue having the general formula 
-CH 2 CH 2 CH2-(CH2CH 2 0) rt -^i , R, is H or a linear or branched lower alkyl group having 
from one to about 6 carbons, and n is a positive integer from about 3 to about 100, 
comprising alkylating the amino group of 5-aminosalicylic acid with a polyethylene 
glycol) chain having an aldehyde or hatide substituent on at least one terminus. 
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12. (Currently Amended) A method of preparing a therapeutic 5-aminosalicylic acid 
derivative composition having the general formula: 

OH 



5 




.COOH 



wherein R is a poly(ethylene glycol) chain-containing tether having the general formula 
10 -CH 2 -<CH2CH20)n- (CH 2 ) m -Z, n is a positive integer from about 3 to about 100, m is 2, 

3, or 4, and Z is a drug or therapeutic agent pharmaco l og i cal l y aotiv e mo i ety having a 
molecu l ar w ei ght that is less than about 1000 Daltone that is covalently joined to the 
distal terminus of said poly(ethylene glycol) chai n-containing tether by a linker group L 
that i s s e l e ct e d from th e group cons i st i ng of carboxy l io acid oc tors and amid es , 
15 c a rbam a t e s, phosphate est e rs, phosph i nato octoro, and su l fat e and ou l fonat e e s t e r s a nd 

a mid e s , comprising the following steps: 

a) reading a l kyl a ting the amino group of 5-aminosalicylic acid with a 
poly(ethy!ene glycol) chain having an aldehyde or halide substrtuent on at least 
one terminus; 

20 b) covalently joining said drug or therapeutic agent pharmaco l ogically act i v e 

moiety Z to the other end of said polyethylene glycol) chain-containing tether by 
o l ink e r group L 

13. (Currently Amended) A pharmaceutical composition suitable for administration to 
25 a subject in need thereof comprising a physiologically active therapeutic agent 

composition and a pharmaceutical carrier, wherein said therapeutic agent composition 
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comprises a physiologically active 5-aminosalicylic acid derivative composition having 
the general formula: 



wherein R is a 1-deoxv suga r, with the exception that t he sugar is not D-glucose; 
residue or a poly(ethylene glycol) chain-containing residue having the general formula - 
CH 2 CH 2 CH 2 -(CH 2r CH20)n-Ri , Ri is H or a linear or branched lower alkyl group having 
from one to about 6 carbons, and n is a positive integer from about 3 to about 100; or a 
polyethylene glycol) chain-containing tether having the general formula -CH2- 
(CH 2 CH 2 0) n - (CH 2 ) m -Z, in which n is a positive integer from about 3 to about 100, m is 
2, 3, or 4, and Z is a drug or therapeutic agent pharmacologically aot i vo mo i oty hav i ng a 
mo l ecu l ar woight that io loco than about 1 000 Daltons that is covalently joined to the 
distal terminus of said poly(ethylene glycol) chain -containing tether by o li nker group4= 
that i s e olootod from th e group con si sting of oarboxyl i G ac i d e st e ro and amidos, 
carb a mates, phoophat e e st e rs, phocphinot o ostoro, and sulfate and sulfonato octorc and 
amid es. 

14. (Currently Amended) A method of prophylactically or interventionally treating a 
potentia l or dovoloped condit i on or an inflammatory disease state in the gastrointestinal 
tract of a human or non-human mammalian subject with a therap e utic ogont effectiv e 
thorofore, comprising administering to the subject an effective amount of a therapeutic 5- 
aminosalicylic acid derivative composition having the general formula (I), wherein R is a 



OH 




.COOH 



(I) 
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1-deoxy sugar residue ; a poly(ethylene glycol) chain-containing residue having the 
general formula -CH 2 CH 2 CH2-(CH 2 CH 2 0} n -Ri , Ri is H or a linear or branched lower 
alky! group having from one to about 6 carbons, and n is a positive integer from about 3 
to about 100; or a polyethylene glycol) chain-containing tether having the general 
5 formula -CH2-(CH 2 CH 2 0)n- (CH 2 ) m -Z, in which n is a positive integer from about 3 to 

about 100, m is 2, 3, or 4, and Z is a drug or therapeutic agent pharmacologically act i vo 
mo i oty having a molecular wo i ght that i o l esc than about 1000 Da l tons that is covalently 
joined to the distal terminus of said poly(ethylene glycol) chain-containing tether by-a 
l inker group L that i 6 selected from tho group consisting of oorboxy li c ac i d esters and 
10 amid e s, carbamat e s, phocphat o ostor s , phocph i nate e st e rs, and oulfat e and ou l fonate 

o ot e rs and amide s. 

15. (Currently Amended) A method of prophylactically or interventional^ delivering 5- 
aminosalicylic acid to the gastrointestinal tract comprising administering to the subject an 

15 effective amount of a therapeutic 5-aminosalicytic acid derivative composition having the 

general formula (I), wherein R is a 1-deoxy sugar rosidu e; a poly (ethylene glycol) chain- 
containing residue having the general formula -CH 2 CH 2 CH2-(CH2CH20) n -Ri , Ri is H or 
a linear or branched lower alkyl group having from one to about 6 carbons, and n is a 
positive integer from about 3 to about 100; or a polyethylene glycol) chain-containing 

20 tether having the general formula -CH 2 -(CH 2 CH 2 0) n - (CH^m-Z, in which n is a positive 

integer from about 3 to about 100, m is 2, 3, or 4, and Z is a drug or therapeutic agent 
that is selected from the group consisting of t iooic acid, immunomodulatory 

antibacterial and antioxidants, wherein the drug or therapeutic — agent 

pharmacolog i ca l ly activ e moioty hav i ng a mo l ocular weight that io I ocs than about 1QO0 

25 pattens that is covalently joined to the distal terminus ot said polyethylene glycol) chain 2 

containing tether by a l ink e r group L that ic s e lect e d from th e group concict i ng of 
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oarfaoxylio ocid ostors and am i d e s, carbamat e s, phosphat e oet e r s , phooph i nato oet e rs, 
and cu l fato and cu l fonate est e rs and am i d es, 

16. (Currently Amended) A method of stabilizingly and structurally modifying 5- 

5 aminosalicylic acid in a manner that enhances its retention in the gastrointestinal tract 

and decreases the transfer of said acid from the lumen of the gastrointestinal tract to the 
systemic circulation comprising covalently conjugating the nitrogen atom of the amino 
group of 5-aminosalicylic acid to a 1-deoxy sugar r e sidue ; a poly(ethylene glycol)- 
containing residue having the general formula -^H 2 CH 2 CH;HCH2CH20) n -Ri , wherein 

10 is H or a linear or branched lower alkyl group having from one to about 6 carbons, 

and n is a positive integer from about 3 to about 100; or a poly(ethylene glycol) chain- 
containing tether having the general formula -CHHCH 2 CH20) n - (CH^-Z, in which n is 
a positive integer from about 3 to about 100, m is 2, 3, or 4, and Z is a drug or 
therapeutic agent that is selected from the group consisting of lipoic acicL 

15 immunomodulators. antibacterials. and antioxidants, wherein th e drug or therapeutic 

agent pharmacologically activo moi e ty h a v i ng a mo l ocular w e ight that ts le e s than about 
1000 Daltons that is covalently joined to the distal terminus of said poly(ethylene glycol) 
chain -containing tether by a linker group L that ic soloctod from tho group conc i cting of 
oarfaoxy li o ocid ootoro and amid es , carbamat e s, phosphate oot e rs, phoophinato oeters, 

20 a nd suifato and sulfonate coterc and am i d es. 
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17. (Currently Amended) A physiologically active therapeutic 5-aininosalicylic acid 
derivative composition having the general formula: 

OH 



wherein R is a deoxvsuaar. with the exception that the deoxvsugar is not 1- 
deoxvalucose: a polvfethvlene glycol chain-containing residue having the general 
formula -CH^CH^HWCHgCHgO^-Ri . R 1 is H or a linear or branched lower alkvi group 
having from one to about 6 carbons, and n is a positive integer from about 3 to about 
100; or a polvfethvlene glvcoO chain-containing tether having the general formula 
"-CH^CH^CH^O^- (CHgVg-Z. in which n is a positive integer from about 3 to about 100, 
m is 2. 3. or 4, and Z is a drug or therapeutic agent selected from the group consisting of 
lipoic acid, immunomoduiators. antibacterials. and antioxidants that is covalentlv joined 
to the distal terminus of said polvtethvlene glycol} chain-containing tether, wherein the 
derivative composition is active in the prophylaxis or treatment of inflammatory 
conditions or disease states in a mammalian subject or a cell or tissue therefrom. 

18. (Original) A composition according to claim 17, wherein the therapeutic 5- 
aminosalicylic acid derivative composition has an enhanced in vivo resistance to 
enzymatic degradation, relative to 5-aminosalicylic acid alone. 




NHR 



>OH 
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19. (New) A physiologically active therapeutic 5-aminosalicvli c acid derivative 
composition having the general formula: 

OH 



wherein R is a deoxvsugar, with the exception that the de oxvsuoar is not 1- 
deoxyglucose: a polvfethvlene glycol) chain-containino residue havin g the general 
formula -CHgCH^CHo^CH^CH^O^-Ri . Ri is H or a linear or branche d lower alkvl group 
having from one to about 6 carbons, and n is a positive integer from ab out 3 to about 
100: or a polvfethvlene olvcon chain-containing tether havi ng the general formula 
-CHWCHoCHoOy- (CH^-Z. in which n is a positive integer from about 3 to about 100. 
m is 2. 3, or 4. and Z is a drug or therapeutic agent selected from the group consisting of 
llpoic acid, immunomodulators. antibacterial . and antioxidants that is covalentlv joined 
to the distal terminus of said polvfethvlene olvcon chain-contain ino tether, wherein the 
derivative composition is active in the prophylaxis or treatment of inflammatory 
conditions or disease states in a mammalian subject or a cell or tissue therefrom. 

20. (New) A method of stabilizinglv and structurally modifying 5-a minosalicvlic acid in 
a manner that enhances its retention in the gastrointestinal tract and decreases the 
transfer of said acid from the lumen of the gastrointe stinal tract to the systemic 
circulation comprising covalentlv conjugating the nitrogen atom of the amino group of 5- 
aminosalicvlic acid to a 1-deoxy sugar: a polvfethvlene olvcon-containing residue having 
the general formula -CHgCH.CH^CH^CH.O^-R j , wherein R 1 is H or a linear or 
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branched lower alkvl group having from one to about 6 carbons, and n is a positive 
integer from about 3 to about 100: or a polv(ethvlene glycol) chain-cont aining tether 
having the general formula -CHWCH ? CH ? 0)n- (CH ? yZ. in which n is a positive integer 
from about 3 to about 100. m is 2. 3. or 4. and Z is a drug or therapeutic aaent selected 
5 from the group consisting of lipoic acid, immunomodulators. an tibacterials. and 

antioxidants that is covalentlv joined to the distal terminus of said oolvfethvlene glycol) 
chain-containing tether. 
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